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L3 HAS NO ANSWERS 
L3 STR 




Me 



S 



Structure attributes must be viewed using STN Express query preparation. 



=> s 13 full 

FULL SEARCH INITIATED 12:42:17 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 4 660 TO ITERATE 

100.0% PROCESSED 4660 ITERATIONS 11 ANSWERS 

SEARCH TIME: 00.00,01 

L4 11 SEA SSS FUL L3 

=> d 14 1-11 

L4 ANSWER 1 OF 11 REGISTRY COPYRIGHT 2005 ACS on STN 

RN 679785-66-1 REGISTRY 

ED Entered STN: 05 May 2004 

CN Isothiazole, 3- (4-f luorophenyl) -5-methyl-4- [4- (methyl sulfonyl) phenyl] - 

(9CI) (CA INDEX NAME) 
OTHER NAMES: 

CN 3- (4-Fluorophenyl) -4- ( ( 4 -methanesulfonyl) phenyl) -5-methylisothiazole 

FS 3D CONCORD 

MF C17 H14 F N 02 S2 

SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, USPATFULL 



O^S— Me 

II 

0 



** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

L4 ANSWER 2 OF 11 REGISTRY COPYRIGHT 2005 ACS on STN 

RN 679785-65-0 REGISTRY 

ED Entered STN: 05 May 2004 

CN Isothiazole, 3- (4-methoxyphenyl) -5-methyl-4- [4- ( methyl sulfonyl) phenyl] 

(9CI) (CA INDEX NAME) 
OTHER NAMES: 

CN 3- (4-Methoxyphenyl) -4- [4- (methanesulfonyl) phenyl] -5 -methyl isothiazole 

FS 3D CONCORD 

MF C18 H17 N 03 S2 

SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, USPATFULL 




OMe 



0==S-Me 

II 

0 



**PR0PERTY DATA AVAILABLE IN THE 'PROP* FORMAT** 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

L4 ANSWER 3 OF 11 REGISTRY COPYRIGHT 2005 ACS on STN 

RN 679785-64-9 REGISTRY 

ED Entered STN: 05 May 2 004 

CN Isothiazole, 3- (4-bromophenyl) -5-methyl-4- [4- (methyl sulfonyl) phenyl] - 

(9CI) (CA INDEX NAME) 
OTHER NAMES: 

CN 3- (4-Bromophenyl) -4- [4- (methanesulfonyl)phenyl] -5-methylisothiazole 
FS 3D CONCORD 



MF C17 H14 Br N 02 S2 
SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, USPATFULL 




0=S-Me 

II 

0 



** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

L4 ANSWER 4 OF 11 REGISTRY COPYRIGHT 2005 ACS on STN 

RN 679785-63-8 REGISTRY 

ED Entered STN: 05 May 2004 

CN Isothiazole, 5-methyl-4- [4- (methylsulfonyl) phenyl] -3-phenyl- (9CI) (CA 

INDEX NAME) 
OTHER NAMES: 

CN 4- [4- (Methanesulfonyl) phenyl] -5-methyl-3-phenylisothia2ole 

FS 3D CONCORD 

MF C17 H15 N 02 S2 

SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, USPATFULL 




0 



**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

L4 ANSWER 5 OF 11 REGISTRY COPYRIGHT 2005 ACS on STN 

RN 679785-62-7 REGISTRY 

ED Entered STN: 05 May 2004 

CN Benzenesulfonamide, 4- [3- {4-f luorophenyl) -5-methyl-4-isothiazolyl] - (9CI) 



(CA INDEX NAME) 
OTHER NAMES: 

CN 4- [3- (4-Fluorophenyl) -5-methylisothiazol-4-yl] benzenesulfonamide 

FS 3D CONCORD 

MF C16 H13 F N2 02 S2 

SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, USPATFULL 




F 



0=S— NH2 



0 



** PROPERTY DATA AVAILABLE IN THE » PROP ' FORMAT** 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

L4 ANSWER 6 OF 11 REGISTRY COPYRIGHT 2005 ACS on STN 

RN 679785-61-6 REGISTRY 

ED Entered STN: 05 May 2004 

CN Benzenesulfonamide, 4- [3- (4-methoxyphenyl) -5-methyl-4-isothiazolyl] - (9CI) 

(CA INDEX NAME) 
OTHER NAMES: 

CN 4- [3- (4-Methoxyphenyl) - 5 -methyl isothiazol -4 -yl] benzenesulfonamide 

FS 3D CONCORD 

MF C17 H16 N2 03 S2 

SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, USPATFULL 




OMe 



0=S-NH2 



0 



** PROPERTY DATA AVAILABLE IN THE 'PROP* FORMAT** 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 



L4 ANSWER 7 OF 11 REGISTRY COPYRIGHT 2005 ACS on STN 

RN 679785-60-5 REGISTRY 

ED Entered STN: 05 May 2004 

CN Benzenesulfonamide, 4- [3- (4-bromophenyl) -5-methyl-4-isothiazolyl] - {9CI) 

(CA INDEX NAME) 
OTHER NAMES: 

CN 4- [3- (4-Bromophenyl) -5 -methyl isothiazol -4 -yl] benzenesulfonamide 

FS 3D CONCORD 

MF C16 H13 Br N2 02 S2 

SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, USPATFULL 




**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

L4 ANSWER 8 OF 11 REGISTRY COPYRIGHT 2005 ACS on STN 

RN 679785-59-2 REGISTRY 

ED Entered STN: 05 May 2004 

CN Benzenesulfonamide, 4- (5-methyl-3-phenyl-4-isothiazolyl) - (9CI) (CA INDEX 

NAME) 
OTHER NAMES: 

CN 4 - ( 5 -Methyl - 3 -phenyl isothiazol -4 -yl ) benzenesul f onamide 

FS 3D CONCORD 

MF C16 H14 N2 02 S2 

SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, USPATFULL 




♦♦PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

L4 ANSWER 9 OF 11 REGISTRY COPYRIGHT 2005 ACS on STN 

RN 679785-58-1 REGISTRY 

ED Entered STN: 05 May 2004 

CN Isothiazole, 4- (4-f luorophenyl) -5-methyl-3- [4- ( methyl sulfonyl) phenyl] - 

(9CI) (CA INDEX NAME) 
OTHER NAMES: 

CN 4- (4-Fluorophenyl) -3- (4 -methyl sulfonylphenyl ) -5-methylisothiazole 

FS 3D CONCORD 

MF C17 H14 F N 02 S2 

SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, USPATFULL 




F 



**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

1 REFERENCES IN FILE CA (1907 TO DATE) 

1 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

L4 ANSWER 10 OF 11 REGISTRY COPYRIGHT 2005 ACS on STN 

RN 174470-80-5 REGISTRY 

ED Entered STN: 22 Mar 1996 

CN Isothiazole, 4- (4-f luorophenyl) -5- [4- (methylsulfonyl) phenyl] - (9CI) {CA 

INDEX NAME) 

FS 3D CONCORD 

MF C16 H12 F N 02 S2 

SR CA 

LC STN Files: CA, CAPLUS, USPATFULL 




**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 

3 REFERENCES IN FILE CA (1907 TO DATE) 

3 REFERENCES IN FILE CAPLUS (1907 TO DATE) 

L4 ANSWER 11 OF 11 REGISTRY COPYRIGHT 2005 ACS on STN 

RN 162012-32-0 REGISTRY 

ED Entered STN: 07 Apr 1995 

CN Isothiazole, 5- (4-fluorophenyl) -4- [4- (methylsulfonyl)phenyl] - (9CI) (CA 

INDEX NAME) 

FS 3D CONCORD 

MF C16 H12 F N 02 S2 

SR CA 

LC STN Files: CA, CAPLUS, TOXCENTER, USPATFULL 




** PROPERTY DATA AVAILABLE IN THE 'PROP* FORMAT** 

7 REFERENCES IN FILE CA (1907 TO DATE) 

7 REFERENCES IN FILE CAPLUS (1907 TO DATE) 



=> file caplus 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 344.62 344.83 

FILE 'CAPLUS' ENTERED AT 12:42:29 ON 26 MAY 2005 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2005 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records pijblished or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 26 May 2005 VOL 142 ISS 22 
FILE LAST UPDATED: 25 May 2005 (20050525/ED) 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 



This file contains CAS Registry Numbers for easy and accurate 



siabstance identification. 



=> s 14 

L5 8 L4 

=> d 15 1-8 ibib abs hitstr 

L5 ANSWER 1 OF 8 CAPLUS COPYRIGHT 2 005 ACS on STN 
ACCESSION NUMBER: 2004:310838 CAPLUS 

DOCUMENT NUMBER: 140:339321 

TITLE: Preparation of isothiazole derivatives having 

antipyretic, analgesic and antiphlogistic activity 

INVENTOR (S) : Cho, li Hwan; Ko, Dong Hyun; Chae, Myeong Yun; Min, In 

Ki; Kim, Youmg Hoon; Chiing, Young Mee; Park, Hyun 
Jung; Noh, Ji Young; Kim, II Hwan; Ryu, Hyung Chul; 
Park, Sang Wook; Jung, Sung Hak; Kim, Jong Hoon 

PATENT ASSIGNEE (S) : CJ Corp . , S. Korea 

SOURCE: U.S. Pat. Appl . Publ . , 14 pp. 

CODEN: USXXCO 

DOCUMENT TYPE: Patent 

LANGUAGE: English 

FAMILY ACC. NUM. COUNT: 1 

PATENT INFORMATION: 



PATENT 


NO. 






KIND 


DATE 






APPLICATION NO. 




DATE 


US 2004072884 




Al 




20040415 




US 2003- 


681919 




20031009 


WO 2004035553 




Al 




20040429 




WO 2003- 


KR2073 




20031009 


W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, BY, 


BZ, 


CA, CH, CN, 




CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, ES, 


FI, 


GB, GD, GE, 




GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, KP, 


KZ, 


LC, LK, LR, 




LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, MZ, 


NI, 


NO, NZ, OM, 




PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


sc. 


SD, 


SE, 


SG, 


SK, SL, 


SY, 


TJ, TM, TN, 




TR, 


TT, 


TZ, 


UA, 


UG, 


UZ, 


vc. 


VN, 


YU, 


ZA, 


ZM, ZW 






RW: 


; GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, ZM, 


ZW, 


AM, AZ, BY, 




KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, CZ, 


DE, 


DK, EE, ES, 




FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, RO, 


SE, 


SI, SK, TR, 




BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, MR, 


NE, 


SN, TD, TG 


PRIORITY APPLN. 


INFO, 














KR 2002- 


62689 




K 20021015 



OTHER SOURCE(S): MARPAT 140:339321 



Rl 



R202S 




AB The title compds. [I; Rl= H, alkoxy, halo; R2 = Me, NH2] having 

antipyretic, analgesic and antiphlogistic activity and an improved side 
effect, were prepared Thus, hydrogenation of 4- (4-f luorophenyl) -3- (4- 
methanesulfonylphenyl) -5-tnethylisoxazole (preparation given) followed by 



reacting the intermediate with P2S5 and NaHC03, and then adding 
2 , 3 , 5 , 6-tetrachloro-l , 4-benzoguinone to reaction mixture and refluxing for 
12 h afforded 45% 4- (4-f luorophenyl ) -3- (4-methanesulfonylphenyl ) -5- 
methylisothiazole which showed 63.7% inhibition of cyclooxygenase~2 . 
IT 679785-58-lP, 4 - (4 -Fluorophenyl ) -3- ( 4 -methyl sulfonyl phenyl ) -5- 

methylisothiazole 679785-59-2P, 4- (5-Methyl-3-phenylisothiazol-4- 

yl) benzenesulfonamide 679785-60-5P, 4- [3- (4 -Bromophenyl) -5- 

methylisothiazol-4-yl] benzenesulfonamide 679785-61-6P, 

4- [3- (4-Methoxyphenyl) - 5 -methyl isothiazol- 4 -yl] benzenesulfonamide 

679785-62-7P, 4- [3- (4 -Fluorophenyl) -5-methylisothia2ol-4- 

yl] benzenesulfonamide 679785-63-8P, 4-[4- 

(Methanesulfonyl) phenyl] -5-methyl -3 -phenyl isothiazole 67 9785 -64 -9P 
, 3- (4-Bromophenyl) -4- [4- (methanesulfonyl ) phenyl] -5-methylisothiazole 
679785 -65 -OP/ 3- (4 -Methoxyphenyl ) -4- [4- (methanesulfonyl) phenyl] -5- 
methyl isothiazole 679785-66-lP, 3- (4 -Fluorophenyl) -4- ( (4- 

methanesul f onyl ) phenyl } - 5 -methyl isothiazole 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(drug candidate; preparation of 3 , 4-diphenyl-5-methylisothiazoles as 
cyclooxygenase-2 inhibitors) 
RN 679785-58-1 CAPLUS 

CN Isothiazole, 4- (4 -fluorophenyl) -5-methyl-3- [4- (methyl sulfonyl) phenyl] - 
(9CI) (CA INDEX NAME) 




F 



RN 679785-59-2 CAPLUS 

CN Benzenesulfonamide, 4- (5-methyl -3 -phenyl -4 -isothiazolyl) - (9CI) (CA INDEX 
NAME) 




0=S-NH2 



O 

RN 679785-60-5 CAPLUS 

CN Benzenesulfonamide, 4- [3- (4-bromophenyl) -5-methyl-4-isothiazolyl] - (9CI) 
(CA INDEX NAME) 



L5 ANSWER 2 OF 8 CAPLUS COPYRIGHT 2005 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2000:351391 CAPLUS 
133:9109 

COX-2 inhibitors in combination with NMDA blockers for 
treating pain 
Caruso, Frank S. 

Algos Pharmaceutical Corporation, USA 

PCT Int. Appl., 30 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



WO 


2000029023 




Al 




20000525 


WO 1998- 


US24317 




19981112 




W: 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, BB, 


BG, BR, BY, 


CA, CH, 


CN, 


CU, CZ, DE, 






DK, 


EE, 


ES, 


FI, 


GB, 


GD, GE, 


GH, GM, HR, 


HU, ID, 


IL, 


IS, JP, KE, 






KG, 


KP, 


KR, 


KZ, 


LC, 


LK, LR, 


LS, LT, LU, 


LV, MD, 


MG, 


MK, MN, MW, 






MX, 


NO, 


NZ, 


PL, 


PT, 


RO, RU, 


SD, SE, SG, 


SI, SK, 


SL, 


TJ, TM, TR, 






TT, 


UA, 


UG, 


US, 


uz. 


VN, YU, 


ZW, AM, AZ, 


BY, KG, 


KZ, 


MD, RU, TJ, TM 




RW: 


GH, 


GM, 


KE, 


LS, 


MW, 


SD, SZ, 


UG, ZW, AT, 


BE, CH, 


CY, 


DE, DK, ES, 






FI, 


FR, 


GB, 


GR, 


IE, 


IT, LU, 


MC, NL, PT, 


SE, BF, 


BJ, 


CF, CG, CI, 






CM, 


GA, 


GN, 


GW, 


ML, 


MR, NE, 


SN, TD, TG 






CA 


2351224 






AA 




20000525 


CA 1998- 


2351224 




19981112 


AU 


9914086 






Al 




20000605 


AU 1999- 


14086 




19981112 


EP 


1146905 






Al 




20011024 


EP 1998- 


957950 




19981112 




R: 


AT, 


BE, 


CH, 


DE, 


DK, 


ES, FR, 


GB, GR, IT, 


LI, LU, 


NL, 


SE, MC, PT, 






IE, 


FI 
















JP 


2002538078 




T2 




20021112 


JP 2000- 


582069 




19981112 



PRIORITY APPLN 
AB 



INFO. : 



W 19981112 



IT 



RN 
CN 



WO 1998-US24317 

A method of alleviating a pain state not associated with a cough condition is 
provided which comprises administering to a mammal exhibiting a pain state 
not associated with a cough condition a cyclooxygenase-2 inhibitor with a 
nontoxic NMDA receptor antagonist and/or a nontoxic substance that blocks 
at least one major intracellular consequence of NMDA receptor activation. 
An example contains 5- {4-f luorophenyl) -6- [4- (methylsulfonyl)phenyl] spiro [2 
.4]hept-5-ene as COX-2 inhibitor and dextromethorphan-HBr as NMDA receptor 
blocker. 
162012-32-0 

RL: THU (Therapeutic use) ; BIOL (Biological study) ; USES (Uses) 

(COX-2 inhibitors in combination with NMDA blockers for treating pain) 
162012-32-0 CAPLUS 

Isothiazole, 5- (4-f luorophenyl) -4- [4- (methyl sulfonyl) phenyl] - (9CI) (CA 
INDEX NAME) 




REFERENCE COUNT: 



THERE ARE 2 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L5 ANSWER 3 OF 8 CAPLUS COPYRIGHT 2005 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2000:351390 CAPLUS 
132 :343345 

Cyclooxygenase 2 (COX-2) inhibitors in combination 
with centrally acting analgesics for alleviation of 
pain 

Caruso, Frank S. 

Algos Pharmaceutical Corporation, USA 

PCT Int. Appl., 31 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



WO 2000029022 
W: 



Al 20000525 WO 1998-US24045 19981112 
AL, AM, AT, AU, AZ, BA, BB, BG, BR, BY, CA, CH, CN, CU, CZ, DE, 
DK, EE, ES, FI, GB, GD, GE, GH, GM, HR, HU, ID, IL, IS, JP, KE, 
KG, KP, KR, KZ, LC, LK, LR, LS, LT, LU, LV, MD, MG, MK, MN, MW, 
MX, NO, NZ, PL, PT, RO, RU, SD, SE, SG, SI, SK, SL, TJ, TM, TR, 
TT, UA, UG, US, UZ, VN, YU, ZW, AM, AZ, BY, KG, KZ, MD, RU, TJ, TM 
RW: GH, GM, KE, LS, MW, SD, SZ, UG, ZW, AT, BE, CH, CY, DE, DK, ES, 
FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, BF, BJ, CF, CG, CI, 
CM, GA, GN, GW, ML, MR, NE, SN, TD, TG 
AU 9913988 Al 20000605 AU 1999-13988 19981112 

PRIORITY APPLN. INFO.: WO 1998-US24045 A 19981112 

AB A method of alleviating a pain state not associated with a cough condition is 
provided which comprises administering a COX-2 inhibitor and a centrally 
active analgesic selected from a narcotic analgesic, selected from codeine 
and hydrocodone; an agonist -antagonist analgesic; and tramadol. A method 
and analgesic composition therefor is also provided for treating all pain 
states which comprises administering a COX-2 inhibitor and a centrally 
acting analgesic selected from a narcotic analgesic other than codeine and 
hydrocodone; an agonist-antagonist analgesic; and tramadol. 
IT 162012-32-0 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; THU (Therapeutic use) ; BIOL (Biological study) ; USES 
(Uses) 

(cyclooxygenase 2 inhibitors in combination with centrally acting 
analgesics for alleviation of pain) 
RN 162012-32-0 CAPLUS 

CN Isothiazole, 5- (4-f luorophenyl) -4- [4- (methylsulfonyl)phenyl] - {9CI) (CA 
INDEX NAME) 




REFERENCE COUNT: 



THERE ARE 7 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L5 ANSWER 4 OF 8 CAPLUS COPYRIGHT 2 005 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S) 



PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1998:774241 CAPLUS 
130:24965 

Preparation of diary Ithiophenes, -furanones, and 

related compounds as inhibitors of cyclooxygenase II 

useful in the treatment of neurodegenerative diseases. 

Ducharme, Yves; Gauthier, Jacques Yves; Prasit, 

Petpiboon; Leblanc, Yves; Wang, Zhaoyin; Leger, Serge; 

Therien, Michel 

Merck Frosst Canada Inc., Can. 

U.S., 44 pp., Cont.-in-part of U.S. 5,436,265. 

CODEN: USXXAM 

Patent 

English 

9 



PATENT NO. 



KIND 



DATE 



APPLICATION NO. 



OTHER SOURCE (S) 
GI 



MARPAT 130:24965 



DATE 



US 


5840746 


A 


19981124 


US 


1997 


-926291 




19970905 


us 


5604260 


A 


19970218 


us 


1993 


-147804 




19931104 


us 


5436265 


A 


19950725 


US 


1993 


-152620 




19931112 


us 


5474995 


A 


19951212 


us 


1994 


-179467 




19940110 


JP 


2000038375 


A2 


20000208 


JP 


1999 


-174678 




19940609 


JP 


2002069054 


A2 


20020308 


JP 


2001 


-123291 




19940609 


JP 


3490406 


B2 


20040126 












PRIORITY APPLN. INFO. : 






us 


1993 


-82196 


B2 


19930624 










us 


1993 


-147804 


A2 


19931104 










us 


1993 


-152620 


A2 


19931112 










us 


1994 


-179467 


A2 


19940110 










GB 


1994 


-20616 


A 


19941012 










us 


1995 


-461783 


B2 


19950605 










US 


1995 


-539930 


B2 


19951006 










US 


1992 


-989286 


B2 


19921211 










us 


1993 


-33397 


B2 


19930319 










JP 


1995 


-502268 


A3 


19940609 










JP 


1999 


-174678 


A3 


19940609 



Rl 




AB Title compds. [I; XYZ = (CH2)3, COCH2CH2, CR5R5102C, SN:CH, 0CR4:N, 

N:CR4NH, iCHOCH:, SCR4:CR41, etc.; Rl = S02Me, S02NH2 , S02NHCOCF3 , etc . ; 
R2 = alkyl, cycloalkyl, (substituted) Ph, naphthyl, heteroaryl, 
benzoheteroaryl; R4 , R41 = H, CF3 , cyano, alkyl, etc.; R5, R51 = H, 
alkyl] , were prepared Thus, 3- [4- (aminosulfonyl)phenyl] -2- (4-f luorophenyl) - 
5- (2-propyl) thiophene at 100 nM in whole cell prepns. gave 100% inhibition 
of COX-2. 

IT 162012-32-OP 174470-80-5P 

RL: BAG (Biological activity or effector, except adverse); BSU (Biological 
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The invention encompasses the novel compds. I or pharmaceutical ly 
acceptable salts thereof wherein: X-Y-Z-is selected from the group 
consisting of, e.g., (CH2)3, C0(CH2)2, (CH2)2CO when side b is a doioble 
bond, and sides a and c are single bonds; :CHOCH:, :NSCH, :CHSN: when 
sides a and c are double bonds and side b is a single bond; Rl = e.g., 
S02Me, S02NH2, S02NHCOCF3 ; R2 = e.g., Cl-6 alkyl , C3-7 cycloalkyl, 
(un) substituted Ph, naphthyl; useful in the treatment of cyclooxygenase-2 
mediated diseases. Thus, e.g., treatment of 4- {4-aminosulfonylphenyl) -5- 
(4-f luorophenyl) thiophene-2-carboxylic acid Me ester (preparation given) wi 
MeMgBr afforded 3- (4-aminosulfonylphenyl) -2- (4 -f luorophenyl) -5- (2-hydroxy- 
2 -propyl )thiophene (II) which exhibited 96% inhibition of cyclooxygenase-2 



at 100 nM in whole cell assay (in the whole cell assay Ibuprofen has an 

IC50 for cyclooxygenase-2 of 3000 nM) . 
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